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Cjajms 

L A compound of the formula (T), their tautomeric and stereoisomers form, and salts 
thereof: 



H 



wherein 

A represents the formula 

x6 




wherein 

# represents the connection position to the molecule, 
Qi a and Q 4a independently represent direct bond or methylene, 
Q2a represents CHR 23 , 
Q 3a represents CHR 3a , 
wherein 

R 2a represents hydrogen, hydroxy, Cj.6 alkoxy or Ci_6 alkanoyloxy, and 

R 3a represents hydrogen, hydroxy, C,_6 alkoxy, or Ci^ alkanoyloxy, 

with the proviso that Q la and Q 4a can not be direct bond at the same time and R 23 
and R 3a can not be hydrogen at the same time, 

and 

E represents the formula 
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✓ IN v> 1b 



•5b 



or 



# 




r na 



wherein 



Q 3b 



R ib 



represents the connection position to the molecule, 
„ Q 4b and Qsb independently represent C(R ub )(R 12b ), 
wherein 

R ub and R 12b independently represent hydrogen, phenyl, benzyl, or C^al- 
kyl optionally substituted by hydroxy, carboxy, phenyl, benzyl, C^alkoxy, 
alkoxycarbonyl, C^alkylamino, or di(C^alkyl)arnino; 

represents C-R 13b , 



R 13b represents hydrogen, phenyl, benzyl, or alkyl optionally substi- 
tuted by hydroxy, carboxy, phenyl, benzyl, d.* alkoxy, alkoxycarbonyl, 
alkylamino, or di(Ci^ alkyl)amino; 

represents alkyl substituted by aryl or heteroaryl, 



said aryl and heteroaryl are optionally substituted with one or more sub- 
stituents selected from the group consisting of halogen, nitro, hydroxy, Ci_6 
alkylamino, di(Ci^alkyl)amino, cycloalkylamino, alkoxycarbonyl, 
phenyl, benzyl, heterocycle, sulfonamide, C U6 alkanoyl, C w alkanoyl- 
amino, carbamoyl, Ci_ 6 alkylcarbamoyl, cyano, C u6 alkyl optionally substi- 
tuted by cyano, alkoxycarbonyl or mono-, di-, or tri-halogen, 
alkoxy optionally substituted by mono-, di-, or tri- halogen, phenoxy op- 
tionally substituted by halogen or alkyl, or Ci_6 alkylthio optionally 
substituted by mono-, di-, or tri- halogen, C3-8 cycloalkyl, and heterocycle; 



wherein 



or 
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aryl or heteroaryl, 
wherein 

said aryl and heteroaryl are optionally substituted with one or more sub- 
stituents selected from the group consisting of halogen, nitro, hydroxy, 
alkylamino, di(Ci^ alkyl)arnino, Q-g cycloalkylamino, Ci^ alkoxycarbonyl, 
phenyl, benzyl, heterocycle, sulfonamide, alkanoyl, Ci_6 alka- 
noylamino, carbamoyl, Ci^ alkylcarbamoyl, cyano, Ci_ 6 alkyl optionally 
substituted by cyano, C w alkoxycarbonyl or mono-, di-, or tri-halogen, 
alkoxy optionally substituted by mono-, di-, or tri- halogen, phenoxy op- 
tionally substituted by halogen or d. 6 alkyl, or C w alkylthio optionally 
substituted by mono-, di-, or tri- halogen, C 3 -s cycloalkyl, and heterocycle; 

na represents 1 or 2; 

ma represents 0, 1, 2, or 3 ; 

-Xa- represents bond, -O- or -N(R la )- (wherein R la is hydrogen or C M alkyl); 
and 

Ra represents aryl or heteroaryl 

Wherein said aryl and heteroaryl are optionally substituted with one or 
more substituents independently selected from the group consisting of 
halogen, nitro, hydroxy, carboxy, amino, Ci^ alkylamino, di(Ci^ al- 
kylamino, Q-8 cycloalkylamino, C,^ alkoxycarbonyl, phenyl (which 
phenyl is optionally substituted by halogen, nitro, hydroxy, carboxy, amino, 
alkylamino, di(C w alkyl)amino, Q-s cycloalkylamino, or alkoxy- 
carbonyl), benzyl (in which phenyl moiety is optionally substituted by 
halogen, nitro, hydroxy, carboxy, amino, C u6 alkylamino, di(Ci. 6 al- 
kyl)amino, C 3 . 8 cycloalkylamino, or C h6 alkoxycarbonyl), sulfonamide, 
Ci.6 alkanoyl, Ci^ alkanoylamino, carbamoyl, alkylcarbamoyl, cyano, 
Ci_6 alkyl (which alkyl is optionally substituted by cyano, nitro, hydroxy, 
carboxy, amino, alkoxycarbonyl or mono-, di-, or tri-halogen), C w 
alkoxy (which alkoxy is optionally substituted by mono-, di-, or tri- halo- 
gen), phenoxy (in which phenyl moiety is optionally substituted by halo- 
gen, nitro, hydroxy, carboxy, amino, Ci^ alkylamino, di(Ci. 6 alkyl)amino, 
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cycloalkylamino, or C^ alkoxycarbonyl or C w alkyl), C w alkylthio 
(which alkylthio is optionally substituted by mono-, di-, or tri- halogen), 
C 3 - 8 cycloalkyl, and heterocycle. 

2. Compound of formula (T) according to claim 1, with the formula (lb), their tautomeric and 
stereoisomeric form, and salts thereof: 




wherein Qi b , Qa, Q 3 t>, Q4b, Qsb and R lb are the same as defined in claim 1 . 

3. Compound of formula (I) according to claim 1, with the formula (la), their tautomeric and 
stereoisomeric form, and salts thereof: 




wherein Q la , Q^, Q 3a , Q4a> na, ma, X a and R a are the same as defined in claim 1 . 

4. A process for synthesizing the compounds of general formula (I), wherein formula (I) con- 
tains the compounds of formula (lb) and (la), according to claim 1, characterized in that 
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[MethodAb] 




(lib) (lb) 



a compound of the formula (lb), wherein Q lb , Q 2 b, Chb> Qib, Qsb and R Ib are the same as de- 
fined in claim 1, can be prepared by the reaction of the compound of the formula (lib) with 
the compound of the formula (mb), wherein Q, b , Q 2b , Q 3b , Q 4 b, Qsb and R lb are the same as 
defined in claim 1, and L Jb represents a leaving group including, for instance, hydroxy, 
halogen atom such as chlorine, bromine, or iodine atom, or azole such as imidazole or tria- 
zole, 

or 



[Method Aa] 
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a compound of the formula (IVa), wherein Q la , Q 2a , Q3a, and Q4a, are the same as defined in 
claim 1 , can be prepared by the reaction of the compound of the formula (Ua), wherein Qi a , 
Q2a, Q3a, and Q 4a , are the same as defined in claiml, with the compound of the formula 
(IHa), wherein L !a represents a leaving group including, for instance, hydroxy, halogen 
atom such as chlorine, bromine, or iodine atom, or azole such as imidazole or triazole and 
represents a leaving group including, for instance, halogen atom such as chlorine, bro- 
mine, or iodine atom, or phenoxy, and then the compound of the formula (Va), wherein na, 
ma, X a and R a are the same as defined in claim 1, is reacted with the compound (IVa) to 
obtain the compound of the formula (la), wherein Q la , Q 2a , Q3a> Q4a> na, ma, X a and Ra are 
the same as defined in claim 1, 

or 

[Method Ba] 



a compound of the formula (la) can be prepared by the reaction of the compound of the 
formula (Ha) and the compound of the formula (Via), wherein na, ma, X,, R a and L la are 
the same as defined in claim 1, 

or 

[Method Ca] 




(lla) 



(Via) 



(la) 




a compound of the formula (la) can be prepared by reacting the compound of the formula 
(Ha) with phosgene, diphosgene, triphosgene, 1,1-carbonyldiimidazole (CDI), or 1,1*- 



V 
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6. 



7. 



8. 



carbonyldi(l,2,4-triazole)(CDT), and then adding the compound of the formula (Va) to the 
reaction mixture, 



a compound of the formula (la) can be prepared by reacting the compound of the formula 
(Va) with phosgene, diphosgene, triphosgene, 1,1-carbonyldiimidazole (CDI), or 1,1*- 
carbonyldi(l,2,4-triazole)(CDT) and then adding the compound of the formula (Ha) to the 
reaction mixture. 

A medicament comprising the derivative of the formula (I), its tautomeric or stereoisom- 
eric form, or a physiologically acceptable salt thereof as claimed in claim 1 as an active in- 
gredient. 

The medicament as claimed in claim 4, further comprising one or more pharmaceutically 
acceptable excipients. 

The medicament as claimed in claim 4, wherein said derivative of the formula (I), its 
tautomeric or stereoisomers form, or a physiologically acceptable salt thereof is a VR1 an- 
tagonist. 

The medicament as claimed in claim 4 for the treatment and/or prevention of an urological 
disorder or disease. 

The medicament as claimed in claim 7, wherein said urological disorder or disease is de- 
trusor overactivity (overactive bladder), urinary incontinence, neurogenic detrusor oerac- 
tivity (detrusor hyperflexia), idiopathic detrusor overactivity (detrusor instability), benign 
prostatic hyperplasia, and lower urinary tract symptoms. 



or 



[Method Da] 




(Va) 



+ 



phosgene, 
diphosgene, 
triphosgene, 
CDI orCDT 




10. 



The medicament as claimed in claim 4 for the treatment and/or prevention of pain. 



WO 2005/040119 PCT/EP2004/0 10606 

-72- 

11. The medicament as claimed in claim 9, wherein said disorder or disease realted to pain is 
neuralgia, neuropathies, algesia, nerve injury, ischaemia, neurodegeneration, or stroke. 

12. The medicament as claimed in claim 4 for the treatment and/or prevention of an inflamma- 
tory disorder or disease. 

13. The medicament as claimed in claim 1 1, wherein said inflammatory disorder or disease is 
asthma or COPD. 

14. Use of compounds according to claim 1 for manufacturing a medicament for the treatment 
and/or prevention of an urological disorder or disease. 

15. Use of compounds according to claim 1 for manufacturing a medicament for the treatment 
and/or prevention of pain. 

16. Use of compounds according to claim 1 for manufacturing a medicament for the treatment 
and/or prevention of an inflammatory disorder or disease. 

17. Process for controlling an urological disorder or disease in humans and animals by admini- 
stration of a VR1 -antagonistically effective amount of at least one compound according to 
claim 1. 

18. Process for controlling pain in humans and animals by administration of a VR1- 
antagonistically effective amount of at least one compound according to claim 1. 

19. Process for controlling an inflammatory disorder or disease in humans and animals by 
administration of a VR1 -antagonistically effective amount of at least one compound ac- 
cording to claim 1. 



